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3' &<fc 04' - [ (N-* 1/ ^)V)t> ;W ^ ;l/*4=- -3 , 4' (3' ) , 5 , 7-T h 

. ^bT10mg/mlJ^±t?fe§<li:*^nTV^o 

3' /4' - [ (N- ii frtf* is * =f-}V> 7J ;l/7 VE-f * ->] -3 , 4' (3' ) , 5 , 7-r h 7 1 F 

/ml7j<r§«^I7C»pH%WL, * LT-20°CW>&< fel2MO^^(C^7coT 

4°CT«P-OMtC^7coT25%^T-C»^^i:§o -r^X 

3' /4'-[(N-7j;K-K+^^^;l/)7j;W^-r;^^^]-3,4' (3'),5,7-th7tF 

V^o »^»^tl7cMt (2.5ml) £37°C-£-ry+a^-hU ^LT7° 
n K^>y ^k^tlO6.3fflg/inl7i<?g^©0.02nil^»Lfco Mt^7U n- h£\ 

-t? n h#& J: 0 ^ o&ia mfe THPLc^tf (DrMzmmLtco y-y-ffrJtnn* 

£./ -;Wc ^T^iyfU f# £ fttcrm% 4 °C T800rpm-7J 5 ftmm>bft$i 
U ; etT±^HPLC^ctoT^*fbfco 
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3' /4 , -[(N-^;l/W^^^;l/)^;W^-r;l/^-^i/]-3,4' (3'),5,7-fh7tKn 

"f S 7 MSPIr&JEK^fUffi "T S . 3' /4' -{Qhi3fr#*l/**J\AiiiM*>( 

-3,4' (3'),5J-fh7d Fn+^77*X H-2 f-;lH>-^;l/j& ^ yffiOWSlO 

fc&<D7nHzX£cc-£fBiSc't3o fittWl^/^jiJSTSfca&lc, Jurd, J 

. Am Chem. Soc, 80, 5531 (1958) £<fcoTS^C^Sftfc7-fef-;WtM> / 
SWfcX h 7-r^-*3iffl U 3' tiL<Dm!Rto%mmfc<t*nIffiC Lfc 0 7n-trX 
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1 ©Pg-3,3' A' h*'>77*>Oi 
IM (£j0.05ml) £\ M7mM (300ml) ^©^-fe^^M (50.02g 

, o.i5moi) (DMvf&mmcmnu %LTm&frt>w&^<om^&mt*m 
*7^©»«u cftttmmc &ix®i&u 7ja?$G#u ^ltk 3 



(10) #^2 0 0 0-5 1 2 9 8 8 

rl-Fischeri!g^fc«j;oT**^<^tH^nt#ft< &5£T% ^STS^bU MC 
«koT^T^#tfco M58.1g (O.llmoK 77%) 0 

1H-NMR (d 6 -DMSO) 5 DMSO = 2.49ppm: 2.32 (15H, s, 5 x CH3), 7.18 (1H, d, 

J= 2.2Hz, Ar-H), 7.53 (1H, d, J= 9.2Hz, 5'-H), 7.65 (1H, d, J= 2.2Hz, Ar-H), 
7.80-7.95 (2H, $&1}99£& ,2',6'-H) 

mzmms' -7-fe h*^-3,4' ,5j-f-hy^y^M^iyy^^yo)mm 

3,3' ,4' ,5,7-^y^7i!h^^7^#y (54.1g N O.llmol) > 3y\tt)V7h 
(4.4g, 0.026mol) . KK^U^A (127. 5g, 0.92mol) , to&XSmt^y^h 
(120ml) *ft7]<^*>^tCj:oT^L/c-/^y> (780ml) ^T'&iTFM&L 

(3 X200ml) Tift^U ^ bT^-^fc^Mfe J;tfji^K?STx^#U- 

«£*7*7-f h<9@{* (62. 8g, 0.089moU 84%) t LT?#7c 0 

1H-NMR (d 6 -DMSO) 8 DMSO - 2.49ppm: 2.27 (3H, s, CH 3 ), 5.05 (2H, s, Ar. 

CH 2 ), 5.21 (2H, s, Ar-CHj), 5.24 (4H, s, 2 x Ar-O^), 6.69 (1H, d, J= 2.0Hz, 

Ar-H), 6.97 (1H, d, J= 2.1Hz, Ar-H), 7.30-7.60 (20H, f ££?3 ftVUk. • Ar- 
H), 7.62 (1H, dd, J= 7.1Hz, Ar-H), 7.79(1H, d, J= 2.2Hz, Ar-H), 7.91 (1H, dd, J= 
2.2Hz, 8.8Hz, Ar-H) 

fg3&Pg-3' -\L Fn^^-3,4' ,5,7-f h70^l/t+^>77#yM 

7i<mti- h U V l±7kmi& (10%w/v7§$<D191ml) £\ * ;l//7-fe h > ( 
2 : 5v/v«<D780ml) ^03* -7-fe h4^>-3,4' ,5,7-fh7^^>^'>77 
#V (61. 9g, 0.088mol) ©MT©^$K:»L7Co 1 BffS^ KJ&fi^tt 

£3tS&Cft£PU 7j< (480ml) T?3ftRU fLtSI (2Mr«D230ml) "CpH 1 

120ml) T*ffi&U K£T<i£*iU ^ LT^x^;I//|£»6SM H B B L/co M 
47. 4g (0.072mok 81%) 0 
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1H-NMR (d 6 -DMSO) S DMSO = 2.49ppm: 4.98 (2H, s, Ar-CH 2 ), 5.21 (2H. s, 
Ar-CH 2 X 5.23 (2H, s, Ar-CH 2 ), 5.26 (2H, s, Ar-CH2), 6.70 (1H, d, J= 2.0Hz, Ar- 
il), 6.89 (1H, d, J= 2.0Hz, Ar-H), 7.28-7.58 (20H, jOSji , Ar-H), 
7.62 (2H, dd, J= 7. 1Hz, Ar-H), 9.4 (1H, bs, -OH) 

h v xf-;i/7 5 y (nmi) Ko&xs^Mvyri— hrtf-h (n.siu 

13. 6g. O.llmol) £\ f h7tFn77> (425ml) 4»<D3' -M FP+^-3,4* ,5, 

1-7- Y^yitfrtti/y^Kz/ (46. 7g, o.07imoi) (ommmcmnL, %L 

xu^^owmnLtco o.5b#to, mmztircmmmfflLrco ^^tcis 

B#P^ X^;l/-rv^7^- hr-trx-h (3mU 3.5g, 0.027mol) 

^#u-hu *LTmk*i?tuu*$y/m&frtinm^, o'-v-xxh 

mMx-f-tWm&fribmS&L, mmit^^^mW (36. 5g, 0.046mok 65% 

) tLxmtco 

1H-NMR (d 6 -DMSO) 8 DMSO - 2.49ppm: 1.19 (3H, t, J= 7.1Hz, CH 3 ). 3.88 
(2H, d, J= 6.0Hz, NHCH 2 ). 4.12 (2H, q, J= 7.1Hz, -OCH 2 -), 5.03 (2H, s, Ar-CH 
2 ), 5.23 (2H, s, Ar-CH 2 ), 5.25 (2H 5 s, Ar-CH 2 ), 5.26 (2H, s, Ar-CH 2 ), 6.70 (1H, 

d, J= 2.0Hz, Ar-H), 7.02 (1H, d, J= 2.0Hz, Ar-H), 728-7.58 (19H, |f$j3 
tfifo > Ar-H), 7.63 (2R d, J= 6.9Hz, Ar-H), 7.81 (1H, d, J= 22Hz, Ar-H), 
7.90 (1H, dd, J= 2.2Hz, 8.8Hz, Ar-HX 829 (IH, t, J= 6.1Hz, -NH-) 

^5M-3-((N-xh^iy77;^fc;l/^5 L >'^)*;w^^;^^-^>')-3,4 , ,5,7 
-f h7t Yuz-isy^Xy^wm. 

THF (460ml) ^03' -((N-X h^y^)^~^^^^tuW^^)^^y)-3, 
4',5,7-fh7^»W'>77*y (24. 6g, 0.031mol) Stl^fi 
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ft/UWJxMMt (10%w/wPd, 2.5g) £>#£T, 7j<f|tf?BMT (pHz^HOpsi) 

u mmit^^n^mw- (14. 7 g ) ^LTf#^ 0 cnicteu 'h-nmmc^ot^j 

1H-NMR (d 6 -DMS0) 5 DMSO = 2.49ppm: 122 (3H, t, J= 7.1Hz, CH 3 ), 3.85 

(2H, d, J= 6.0Hz, NHCH 2 ). 4.13 (2H, q, J= 7.1Hz, -0CH 2 -), 6.20 (1H, d, J= 
2.0Hz, Ar-H), 6.46 (1H, d, J= 2.0Hz, Ar-H), 7.06 (1H, d, J= 8.6Hz, 5'-H), 7.86- 

7.93 (2H, tVLVfffUSL • 2 '' 6 '- H )' 812 ( 1H » t. J = 6.1Hz, -NH-), 9.54 (1H, 
s, -OH), 10.38 (1H, s, -OH), 10.79 (1H, s, -OH), 12.43 (1H, s, -OH) 

m6m^-3' <0i-ij^^i/ M^yy3A' ,5,7-y-i^t: 

3' -((N-x h * i/ft ^iV) ti /W %^ z/) -3 , 4' , 5 , 7-r b 7 1: 
Fn^iX7^^> (6.03g^ 0.014raol) ^THF (400ml) tC?§ft¥U ^LTjI^T 
MLfco M (2Mfg»350ml) »!iDU ^LtOT^ftl^70 o C«l 
fco ^(DM^s 0.5B#P^O^PS^fiV^THPLC (Primesphere HC C-18, 5 mm 2 
50X3. 2mm ; Mjffl : 7j< c t'£>34%7-t? h x h >J ; Wo J: tfO . 04 % h 'J7;^DftSI 
; W\M '■ 0.9ml/# ; 1£tfJ : 220nmOUV) K^oT^x*— Lfc : tti?gxXx;K 

^MO^»fJ^i:«^:-e^^cJ:9Tfeo7co SJt^-»^7j< (l.5L) 

f\ ^LTP^xf-;!/ (500mU 3 x 200ml) T*fflffiLfc 0 »x^;l/$m$££- 

fr-tf, ^LTzk (5xi00ml) T»U M^*^ATi|£jtU ^LT^ 

^Tx/^Kb-hLrmM^MTOMfeH^ (5.57 g ) tLxmrco cmc& 

s mCK&^TVmznZ&vlc. 8%w/wtO^;Hr^yfeJ;D*l %w/wcD3'-((N 



(13) #82000-512988 
1H-NMR (d 6 -DMSO) 5 DMSO = 2.49ppm: 3.76 (2H, d, J= 6.0Hz, NHCHA 

6.19 (1H, d, J= 1.9Hz, Ar-H), 6.46 (1H, d, J= 1.9Hz, Ar-H), 7.05 (1H, d, J- 
8.5Hz, 5'-H), 7.88-7.92 (2H, £Hl}ff£iSL , 2\6'-H), 8.04 (1H, t, J- 
6.1Hz, -NH-), 9.58(1H, s, -OH), 10.40 (1H, s, -OH), 10.82 (1H, s, -OH), 12.44 
OH, s, -OH), 12.5 (1H, bs, COOH) 

m 7 SB-3' -((N-#;l/ ^/l/)£;W^^;M-4^>)-3,4' ,5,7-fh7t 

;l/ (200ml) ttXDN-^^;V-D-^;l/*5y (2.76g, 0.014mol) <Dt&Wl 

;P (300ml) 4>©3'-((N-^;Wt^i/^^)*;W^-r;i/^-+^)-3 

,4',5,7-fh7tFD^>77>f'y (5.78g, 90%«, 0.013mol) ©illCi 
ilPLfco JSJi£*£TBfc£U ^LTSS^7]< (500ml) 4>«8?Lfc 0 jSfflt* 
lMiSKT*pH6.9tCiSlEU WKxf-;!/ (3X50ml) T'ffllffiU ^LXWB^MX^ 
tco ffife&$mfo%7l< (500ml) ttSffifWU ^ttl.2/im, 0.45/* rru fe£ 

tfo.2|nn©7w;i/^-%aii;TjittWfcatjau ^ltsot^^u mM 

<D£j53$&£iI/u;£3t&©@f* (6.12g, O.Olnok 79%) £LTf#/co 
1H-NMR (D2O) 8 HOD - 4.8ppm: 2.69 (3H. s, NCH3), 3.13 (2H, bm, 
CH2NHCH3), 3.5 - 3.8 (7H, ■, CHOH), 4.01 (1H, m, 

CHOH), 5.80 (2R bd, Ar-H, H%o>%&& ), 6.67 (1H, d, Ar-H, ), 
6.90 (1H, d, Ar-H, ), 7.20 (2H, j$L##l#lL . Ar-H, ifx-^. 

I^),7.41(2H, %nj3f9t& ,Ar-H,^tf^% 

IR(KBr?<Z7J v = 3360 (OH, NH), 2931, 1715 (C=0), 1655 (OO), 1598 (CO), 
1561, 1514, 1461, 1424, 1383, 1315, 1248, 1189, 1166, 1087, 1043cm" 1 

FAB _ra/z= 635, 599 ((M+H) + ), 598 (M + ), 586, 460, 440, 427, 404, 391, 307, 
303, 287, 196 (N-yCHy? fld]$ V + H) + 



(14) ^2 0 0 0-5 1 298 8 

-£SON-y ?-;lH)-?Vl/# ^ y£^W U#3#\ W 0 c ftli£jjg&<DffiS© 
^-h*\ 7x/-;l/i:RR , NC0ClSCiM (cm*. iltfl&7^ £ 

) £©SJSfc:£^Tl$l{£ftf#So Hot, flJ^tfArOCOttNRCHzC&EtfcJ:, sfcX 
fy&tclt h U V©#fiTx ArOHi:RNHCHiCOiEti:©SJiSfc«koTW!l* 

7 ^ / L T , #^ left o ^;Hr f - v 7 -f o ^ ft ttSfgtt® 7 ^ > 
c i-ft+^-i-(^ f ^7 5 / )-D-f 7 ^ f h -;v 

D l-f^^>-l-(^^7^/)H)-?Vl/^b-;b 

E l-r*4^>-l-(2-fc Hn+^x^;l/7^y)-D-^;l/^ h-;V 

F ^y;Hf^;l/7^y 

G 

H D-^Vl/n+l-^y 

I D-vyyt^y 
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